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APPENDIX A - 



STATUS OF CLAIMS AND SUPPORT FOR CLAIM CHANGES PURSUANT TO 

37 C.F.R. 8 1.173(rt 



Claim 


Status 


Indication of Support in the Disclosure 


1 


pending 


Column 9, lines 22-35, column 14, lines 7 to 67 and column 

15, lines 1 to 24 at Example 1, describes the process. 


2 


canceled 


Column 8, lines 24-39 and lines 56-61 describe the process. 


-5 




\^oiuiTin o, iineb z.^~oy dnu nncs d^-oj, dxiu. uoiLinin nneo 
16-18 describe the process. 


A 




\^oiuniii o, line aescoDe amino ds mosi preicrrca euici 
column 9, lines 16-18 describe that when Q is NH2 the 

iirniHinf* pan Hp in a <;alt fnnn 

culllUlllv/ v/CUl UK^ 111 d odll. i.\Jllll. 


5 


canceled 


Column 8, line 63 describes that amino is most preferred.. 


6 


canceled 


Column 9, lines 16-17 describe that when Q is NH2 the 

jimiHinp pan bf* in a ^alt fc%rm 

CUlXlUlllw K/CUM. Llw 111 a OCUi XV.71111* 


7 


canceled 


Column 9, lines 16-18 describe that when Q is NH2 the 
amidine can be in a salt form, for example a salt of a mineral 
acid such as the hydrochloride. 


8 


canceled 


Column 8, lines 64-65 describe a reaction temperature range 
of the process. 


9 


canceled 


Column 8, lines 64-65 describe a reaction temperature range 
of the process. 


10 


canceled 


Column 8, lines 64-65 describe a reaction temperature range 
of the process. 


11 


canceled 


Column 9, lines 20-21 describe a temperature range of the 
process. 


12 


canceled 


Column 8, lines 62-63 describe that Q can be hydroxyl. 


13 


canceled 


Column 8, lines 62-63 describe that Q can be thiol. 


14 


withdrawn 


Column 8, lines 30-38 and column 10, lines 41-42 describe 
the intermediate compounds. 


15 


withdrawn 


Column 10, lines 41-45 describe the intermediate 
compounds. 


16 


withdrawn 


Column 8, line 63, column 9, lines 16-18, and column 10, 
lines 41-45, describe the intermediate compounds. 


17 


withdrawn 


Column 8, lines 62-63 and column 10, lines 41-45 describe 
the intermediate compound with amino being most 
preferred.. 


18 


withdrawn 


Colunm 8, line 63, colunm 9, lines 16-18 and column 10, 
lines 41-45 describe the intermediate compound. 


19 


withdrawn 


Column 10, lines 41-45 describe the intermediate 
compounds. 
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Claim 


Status 


Indication of Support in the Disclosure 


20 


withdrawn 


Column 10, lines 41-45 describe the intermediate 
compounds. 


21 


withdrawn 


Column 8, lines 43-53 describe the intermediate compoimd 
of formula (III).. 


22 


withdrawn 


Column 10, lines 51-63 describe formula (IV). 


23 


withdrawn 


Column 10, lines 51-63 describe formula (IV) wherein R is 
Ci^alkyl. 


24 


withdrawn 


Colxmm 10, lines 51-63 and colvmin 15, lines 52-63 describe 
the compound of formula (IV) wherein R is methyl. 


25 


pending 


Column 9, lines 22-34, column 14, lines 7 to 67, and 
column 15, lines 1 to 24 at Example 1, describe the process. 


26 


pending 


Column 9, lines 22-35, colmnn 14, lines 7 to 67 and column 
15, lines 1 to 24 at Example 1, describe the process. 
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APPENDIX B " CLEAN SET OF ALL PENDING CLAIMS 



1 . (twice amended) A method of preparing 2-methyl-4-(4-methyH- 
piperazinyl)-10H-thieno[2,3-b][l,5]-benzodiazepine comprising the following steps: 



A) preparing 2-amino-5-methylthiophene-3-carbonitrile by mixing sulfur, 
propionaldehyde in dimethylfomiamide, then adding triethyl amine, then adding 
malononitrile; 

B) preparing 2-(2-nitroanilino)-5-methylthiophene-3-carbonitrile from the reaction 
product of step (A) by reaction with a slurry of sodium hydride dispersed in oil in 
tetrahydrofuran and 2-fluoronitrobenze; 

C) preparing 4-amino-2 -methyl- 1 0H-thieno[2,3-b] [ 1 ,5]benzodiazepine hydrochloride 
from the reaction product of step (B) by reacting with a slurry of 2-(2- 
nitroanilino)-5-methyl-thiophene-3-carbonitrile in ethanol and a solution of 
anhydrous stannous chloride in hydrochloric acid; 

D) preparing 2-methyl-4-(4-methyl-l-piperazinyl)-10H-thieno[2,3- 
b][l,5]benzodiazepine by refluxing the reaction product of step (C) with a mixture 
of N-methylpiperazine, dimethylsulphoxide and toluene. 



2. (canceled) 

3. (canceled) 

4. (canceled) 

5. (canceled) 

6. (canceled) 

7. (canceled) 

8. (canceled) 

9. (canceled) 

10. (canceled) 

1 1 . (canceled) 

12. (canceled) 

13. (canceled) 

14. (withdrawn) 

15. (withdrawn) 

16. (withdrawn) 

17. (withdrawn) 

18. (withdrawn) 
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19. (withdrawn) 

20. (withdrawn) 

21. (withdrawn) 

22. (withdrawn) 

23. (withdrawn) 

24. (withdrawn) 

25. (new) A method of preparing 2-methvl-4-(4-methvl-l'PiperazinvlV 
lQH-thieno[23'b][K5]"benzodiazepine comprising the following steps: 

A) preparing 2-amino-5-methvlthiophene-3-carbonitrile by mixing sulfur, 
propionaldehvde in dimethvlformamide, then adding triethvl amine, then adding 
malononitrile; 

B) preparing 2-(2-nitroanilino)-5-methvlthiophene"3-carbonitrile from the reaction 
product of step (A) by reaction with potassium carbonate or lithium hydroxide in 
dimethylsulphoxide and 2-fluoronitroben2ene; 

C) preparing 4-amino-2-methyl-lOH-thieno[2,3-b1[l.5'|benzodiazepine hydrochloride 
from the reaction product of step CS) by reacting with a slurry of 2-(2- 
nitroanilino)-5-methyl-thiophene-3-carbonitrile in ethanol and a solution of 
anhydrous stannous chloride in hydrochloric acid: 

D) preparing 2-methyl-4-(4-methyl- 1 -pjperazinylV 1 0H-thienor23' 
biri,51benzodiazepine by refluxing the reaction product of step (O with a mixture 
of N-methylpiperazine. dimethylsulphoxide and toluene. 

26. (new) A method of preparing 2-methyl-4-(4-methyl-l-piperazinylV 
10H-thienor23-b1[K51-benzodiazepine comprising the following steps: 

A) preparing 2-amino-5 -methyl thiophene-3-carbonitrile by mixing sulfiir, 
propionaldehyde in dimethylformamide, then adding triethyl amine, then adding 
malononitrile; 

B) preparing 2-(2-nitroanilino)-5-methylthiophene-3-carbonitrile from the reaction 
product of step (A) by reaction with aqueous sodium hydroxide in 
dimethylsulphoxide and 2'-fluoronitrobenzene: 

C) preparing 4-amino-2-methyl-10H-thienor2 ,3-b][K5]benzodiazepine hydrochloride 
from the reaction product of step (B) by reacting with a slurry of 2-(2- 
nitroanilino)-5-methyl-thiophene-3-carbonitrile in ethanol and a solution of 
anhydrous stannous chloride in hydrochloric acid: 
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D) preparing 2-methvl-4-(4-methvl- 1 -piperazinvD- 1 OH-thienof 2,3- 

birLSIbenzodiazepine by refluxing the reaction product of step (C) with a mixture 
of N-methvlpiperazine, dimethvlsulphoxide and toluene. 



. 10- 



